(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 



(19) World Intellectual Property 
Organization 

International Bureau 

(43) International Publication Date 
12 May 2005 (12.05.2005) 




PCT 




iiiiiii 



(10) International Publication Number 

WO 2005/042475 A2 



(51) International Patent Classification 7 : C07C 271/40, 

C07D 519/00, 213/64, A61K 31/27, 31/4406, 31/407, 
31/5365, A61P 25/00 

(21) International Application Number: 

PCT/US2004/034548 

(22) International Filing Date: 19 October 2004 (19.10.2004) 



(25) Filing Language: 

(26) Publication Language: 



English 
English 



(30) Priority Data: 
60/512,971 



21 October 2003 (21.10.2003) US 



< 

ID 



(71) Applicant (for all designated States except US): SEN- 
TION, INC. [US/US]; One Richmond Square, 3rd Floor, 
Cumberland, RI 02906 (US). 

(72) Inventors; and 

(75) Inventors/Applicants (for US only): VERHEIJEN, 
Jeroen, C. [NL/US]; 85 Howland Road, Cranston, RI 



02910 (US). DU, ShouCheng [CN/US]; 9 Roland Street, 
Cumberland, RI 02864 (US). 

(74) Agents: PIERCE, Scott, N.etal.; Hamilton, Brook, Smith 
& Reynolds, P.C., 530 Virginia Road, P.O. Box 9133, Con- 
cord, MA 01742-9133 (US). 

(81) Designated States (unless otherwise indicated, for every 
kind of national protection available): AE, AG, AL, AM, 
AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN, 
CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI, 
GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, 
KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV, MA, MD, 
MG, MK, MN, MW, MX, MZ, NA, NI, NO, NZ, OM, PG, 
PH, PL, FT, RO, RU, SC, SD, SE, SG, SK, SL, SY, TJ, TM, 
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU, ZA, ZM, 
ZW. 

(84) Designated States (unless otherwise indicated, for every 
kind of regional protection available): ARIPO (BW, GH, 
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, 
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), 
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FT, 
FR, GB, GR, HU, IE, IT, LU, MC, NL, PL, PT, RO, SE, SI, 

[ Continued on next page] 



(54) Title: CARBAMOYL ESTERS THAT INHIBIT CHOLINESTERASE AND RELEASE PHARMACOLOGICALLY ACTIVE 
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(57) Abstract: Carbamoyl esters inhibit cholinesterase activity and, upon hydrolysis release a pharmacologically active agent. In 
one embodiment, the carbamoyl ester has the following structure: Formula (I) wherein A is selected from the group consisting of an 
unsubstituted aryl, a substituted aryl, an unsubstituted heteroaryl and a substituted heteroaryl. The carbamoyl esters are employed 
in methods to treat an individual. The pharmacologically active agent obtained by hydrolysis of the carbamoyl esters can treat, for 
example, a nervous system condition, a cholinergic deficiency and conditions or diseases associated with a deficiency in a pharma- 
cologically active agent, such as acetylcholine. 
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